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CLAIMS 

1. An (S)-secondary alcohol of formula (VHIA) 

Xg-CHg^HCOID-CILi.NH-CO-RN (VIIIA) 

5 

where: 

(D R N ia C^-Cg alkyl; 
(ID Xj is: 

(A)-ca, 

10 (B) -Br, 

(C) p-CH 3 -<>-S0 2 -, 

(D) m-N0 2 -<j>-S0 2 -. 

2. An (S>- secondary alcohol (VIIIA) according to claim 1 where R N is alkyl. 

16 

3. An (S)- secondary alcohol (VHIA) according to claim 1 where is -CI 

4. An (S>secondary alcohol (VIIIA) according to claim 1 which is selected from the 
group consisting of (S)-l-acetamido-2-hydroxy-3-chloropropane. 

20 

5. An (S>epoadde of formula (VIHB) 

-0*43H 2 ^* # H-CH 2 -NHXX>-R N (VIHB) 

26 where: 

(I) where R N is CyC 5 alkyl; 

(II) where # indicates that the atoms marked with a (*) are bonded to each 
other resulting in the formation of a ring. 

30 6. An (S^-epoxide (VIDB) according to claim 5 where Rjj is Cj alkyL 

V 

7. An (S)-epoxide (VllLB) according to claim 5 which is selected from the group 
consisting of (S)-glycidylacetamide. 

35 8. An (S)-ester of formula (VHIC) 
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Xg-CHj^HCO-CO-RN^CHg-Nft-CO-RN (VHIC) 

where: 

(I) where R N is C r C 5 alkyl; 
5 (II) where X2 is: 

(A) -CI, 

(B) -Br, 

(C) p-CH 3 -$S0 2 -, 
CD) m-N0 2 -*-S0 2 -. 

10 

9. An (S)-ester (VHIC) according to claim 8 where R N is C 1 alkyL 

10. An (Sweater (VHIC) according to claim 8 where Xg is -CL 

15 11- An (S)-epoxide (VHIC) according to claim 8 which is (S)-l-acetamido-2-acetoxy-3- 
chloropropane. 

12. A compound selected from the group consisting of: 
(1) an (S)-protected alcohol of the formula (IVA) 

20 

X 2 -CH 2 -C*H(OH)-CH 2 -N=CH-X 0 (IVA) 

where: 

(DXflis: 
26 (A)-fc 

(B) o-hydroxyphenyl, 

(C) o-methoxyphenyl, 
CD) p-methoxyphenyh 

(IDXgis: 
30 (A) -CI, 

(B) -Br, 

(Qp-CHg-^-SOg-, 

(D) m-N0 2 -$-S0 2 -; 
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(2) an (S>phthalimide alcohol of the formula (IVC) 



O 

\\ (IVC) 



5 



XyCHg-C-HUOHKHa — N n I | 




where: jj 
(A) X2 is as defined above; 
(3) an (S)-phthalimide epoxide of the formula (IVD) 

10 



15 



0 






D 


0 





(IVD) 



where: 

(A) where # indicates that the atoms marked with a ( # ) are bonded to 
20 each other resulting in the formation of a ring; 

(4) an (SMmine of glydidylamine of the formula (IVB) 

-0 # -CH2-C**H-CH2-N=CH-Xq (IVB) 

25 where where Xq and # are as defined above. 

13. An (S)-compound according to claim 12 where Xq is -4 or o-hydrozyphenyl and 
X^is-CL 

30 . 14. An (S)-compound according to claim 12 which is 
(Sy l-benzalimino-3-chloro-2-proparfol and 
(S>l-ph1baJimido-3-chloro-2-propanoL 

15. An (S>intermediate of the formula (XV) 

35 

R^-NH-Cm^'Ht-CHg-Xglt-CHg-NH-CO-I^] (XV) 
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where: 

(I) R oxa is phenyl substituted with one -F and one substituted amino group; 

(II) % is C^-Cg alkyl; 

(III) Xj is: 

5 (A) -CI, 

(B) -Br, 

(C) p-CH 3 -<|hS0 2 -, 

(D) m-N0 2 -<J>-S0 2 -. 



10 16. An (S)-intermediate according to claim 15 where R oxa is: 

3-fluoro-4-[4-(benzy loxycarbonyl)- l-piperazinyl}phenyl, 
3-fluoro-4-(4-morpholinyl)phenyl and 
3-fluoit>4-(4-hydroxyacetylpiperaziny)lphenyL 

15 17. An (S>intermediate according to claim 15 where Rjj is alkyL 

18. An (S)-intermediate according to claim 15 where )^ is -CL 

19. An (SHntermediate according to claim 15 where the intermediate is 

20 (S>N-carbo(r-acetamido^ . 

20. An (S)-oxazolidinone phthal amide intermediate of the formula (XVI) 



25 

(XVI) 



o 




<> 


3 


o 





30 

where: 

(I) R oxa is phenyl substituted with one -F and one substituted amino group; 
(ID X2 is: 

(A) -CI, 

35 (B) -Br, 

(C)p-CH 3 >S0 2 -, 
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21. An oxazolidinone phthal amide intermediate (XVI) according to claim 21 where 
R oxa te: 

5 3-fluoro^[4-(benzylQ^carbonyl>l-piperazinyl]phenyl 9 
3-fluoro-4-(4-morpholinyl)phenyl and 
3-fluoro-4-(4-hydraxyacetylpiperaziiiy)lphenyL 

22. An oxazolidinone phthal amide intermediate (XVI) according to claim 21 where 
10 Xj is -ci. 

. 23. A process for the preparation of a (S)-3-carbon amino alcohol of the formula (V) 



L V_- 
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(D) m-N0 2 -*-S0 2 -. 



16 X 2 -CH 2 -C*H(OH)-CH 2 -NH3 + (V) 

where Xg is: 

(A) -a, 

(B) -Br, 
20 (C) 

CD) m-N0 2 -$-S0 2 - which comprises: 
(1) contacting a non-nitrogen adduct of formula (D 

0=CH-Xo - (D 

25 

• where Xq is: 

(B) o-hydroxyphenyl, 
(Q o-methoxyphenyi, 
30 (D) p-methoxyphenyl; ^ 

with aqueous ammonia (II) in the present of an (S)-protected-epaxide of formula 
OH) 

Xg-CHa^J 'H-CHgO*. (HI) 

35 

where: 
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(1) # indicates that the atoms marked with a (*) are bonded to each other 
resulting in the formation of a ring; 

(II) X2 is as defined above, 

(2) contacting the reaction mixture of step (1) with acid. 



24. A process for the preparation of an (S)~3-carbon amino alcohol (V) according to 
claim 23 where X2 is -CI. 

25. A process for the preparation of a (S)-3-carbon amino alcohol (V) according to 
10 claim 23 where the 3-carbon amino alcohol (V) is (SM-amino-3-chloro-2-propan 1 

hydrochloride. 

26. A process for the preparation of an (S)-3-carbon amino alcohol of the formula (V) 



5 



15 



X 2 .GH 2 -C*H(OH>CH 2 .NH 3 + 



(V) 



where: 



(DXgis: 



20 



(A) -CI, 

(B) -Br, 

(Qp-CH 3 -4>-S0 2 -, 

(D) m-N0 2 -$-S0 2 ' which comprises: 



(1) contacting phthalimide (VI) 



25 with an (SVprotected-epoxide of formula (111) 



X^-CH^-C H-CH^^O - 



cm) 



30 in the presence of potassium phthalamide in DMF or DMAC where: 

(I) # indicates that the atoms marked with a ( # ) are bonded to each other 
resulting in the formation of a ring; 
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(II) X2 is as defined above; to give an (S)-phthaIimide alcohol of formula (IVC) 



XrCHyC'H^HJ-CHa 



O 

(IVC) 



-00 



// 

o 



where Xg is as defined above and 
10 (2) contacting the product of step (1) with aqueous acid. 

27. A process for the preparation of an (S)-3-carbon amino alcohol (V) according to 
claim 26 where Xg is -CL 

15 • 28. A process for the preparation of an (S)-3-carbon amino alcohol (V) according to 
claim 26 where the (S>3 -carbon amino alcohol is (S)-l-amino-3-chloro-2-propanol 
hydrochloride. 

29. A process for the preparation of a secondary alcohol of the formula (VIHA) 

20 

X 2 -C^-C*H(OH)-CH 2 -NH-CO-R N (VHIA) 

where: 

(DXgis: 
26 (A) -CI, 

(B) -Br, 

{Op-CH 3 -4-S0 2 -, 

CD) m-N0 2 -t-S0 2 -; 
(IDRjjisCj-Cgalkyl; 
30 which comprises: 

(1) contacting an (S)-3-carbon amino alcohol of the formula (V) 



X 2 -CH 2 -C*H(OH)-CH 2 -NH3 + (V) 



35 



where Xg is as defined above with an acylating agent selected from the group 
consisting of an acid anhydrid of the formula <XCO-R N ) where is as defined 
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above or an acid halide of the formula R^-CO-X^ where X 4 is -CI or -Br and where 
- R N is as defined above and a tri(alkyl)amine where alkyl is Cj-Cg. 

30. A process for the preparation of a secondary alcohol of the formula (VHIA) 
5 according to claim 29 where the tri(alkyl)amine is triethylamine. 

31. A process for the production of an (S^oxazolidinone-CIi^-NH-CO-R^ of formula 
(X) 

10 R^-RING-CHg-NH-CO-Rjj (X) 



where: 

0) % is CyC 5 alkyl; 

15 (II) R oxa is phenyl substituted with one -F and one substituted amino group; 

' which comprises: 

(1) contacting a carbamate of formula (IX) 

R^-NH-CO-O-Cftj-Xj (DO 

20 

where: 

(DXiis: 

(A) C r C2 0 alkyl, 

(B) 03-07 cycloalkyl, 

25 (C) 4>- optionally substituted with one or two: 

(DC^aalkyU 
(2) F-, C1-, Br-, I-, 
(D) CH2=CH-CH2-, 
(B) CHg-CHsCH-CB^-, 
30 (F) (CH 3 ) 2 C=CH-CH2-, 

(G) CH2=CH-, 

(H) <K5H=CH-CH2-, 

(I) 4-CH2- optionally substituted on with one or two -CI, Cj-C 4 
alkyl, -N0 2 , -ON, -CF 3 , 

35 (J) 9-fluorenyImethyi, 

do (01)30-0%., 
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(L) 2-trimethylsilylethyi, 
(M) ^CILj-CI^., 
(N) 1-adamantyl, 
(O) (^CH-, 
5 (P) CHsCMXCH 3 ) 2 - 

(Q) 2-furanylmethyl, 
(R) isobornyl, 
(S) -H; 

(ID R oxa is as defined above; with an oxygenated amino reagent selected from 
10 the group consisting of: 

(1) an (S)-secondary alcohol of the formula (VIIIA) 



Xg-CHg-C H(OH>CH2-NH-CaR N (VIIIA) 

15 

where: 

(DXjis: 

(A) -CI, 

(B) -Br, 

20 (C)p-CH a -*-S0 2 -, 
(D) m-N0 2 -<>-S0 2 -; 
(II) R N is as defined above; 
or an (S>epoxide of the formula (VHEB) 

25 -0 # -CH2-C* # H-CH2-NH-CO-R N (VIIIB) 

where: 

(I) # indicates that the atoms marked with a (*) are bonded to each other 
resulting in the formation of a ring; 
30 . (II) R N is as defined above; 

or an (S)-ester of the formula (VIIIC) 

^-CHg-C^O-a^RjjM^-NH-CO-Rjj (VHIC) 

35 where: 

(D Rtf and X% are as defined above; 
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in the presence of a lithium cation and a base whose corgugate acid has a pK^ of 
greater than about 8. 

32. A process for the production of an (S)-oxazolidinone-CH2-NH-CO-R N (X) 
5 according to claim 31 where R Qxa is: 

3-fluoro-4-[4-(ben2yloxycarbonyl)-l-piperazinyl]phenyl, 
3-fluoro-4-(4-morpholinyl)phenyl and 
3-fluoro-4-(4-hydroxyacetylpiperaziny)lphenyl. 

10 33. A process for the production of an (S)-oxazolidinone-CH2-NH-CO-R N (X) 
according to claim 31 where R N is G± alkyL 

34. A process for the production of an (S>oxazolidinone-CH2-NH-CO-R N (X) 
according to claim 31 where X 1 is -H. 

15 

35. A process for the production of an (S>oxazoUdinone-CH2-NH-CX>.R N (X) 
according to claim 31 where X% 

36. A process for the production of an (S)-oxazolidinone-CH2-NH-CO-R N (X) 

20 according to claim 31 where the oxygenated amino reagent is a (S)-secondary alcohol 
(VmA) or (S)-epoxide (VHIB). 

37. A process for the production of an (S^xazoUdinone-CH^NH-CO-R^ (X) 
according to claim 31 where the (S>oxa2oUdinone-CI^-NH-(X)-R N (X) is (S)-N-[[3-(3- 

25 ffaQro^morpholinylphenyl)-2- 

38. A process for the production of an (S^oxazolidinone-CILj-NH-CO-R^ of formula 
0Q 



30 R oxa -RING-CH 2 -NH-CO.R N (X) 

where: 

(D R N is (^-Cg alkyl; 

(II) R Qza is phenyl substituted with one -F and on substituted amino group 
35 which comprises: 

(1) contacting a carbamate of formula (IX) 
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R^-NH-CO-O-CHyX! (DO 

where: 

(I) X x is: 

5 (A) CyCtQ alkyl, 

(B) C 3 -C 7 cycloalkyl, 

(C) optionally substituted with one or two: 
(1) CrCg alkyl, 

<2)F-,Cl-,Br- f I-, 
10 CD) CHa^CH-CHa-, 

(E) CH 3 -CH=CH-CH2-, 

(F) (CHg^C^CH-CH^, 

(G) CI^trCH-, 

(H) ^CH^CH-CHa-, 

15 (I) fy-GULf optionally substituted on with one or two -CI, Cj-C 4 

alkyl, -N0 2 , -CN, -CF3, 

(J) 9-fluorenylmethyl, 

00 (COjC-CHa-, 

(L) 2-trimethylsilylethyl, 
20 (M) H^Ha-CHg-, 

(N) 1-adamantyl, 

(OX^CH-, 

(P) CBaC-aCHg^- 

(Q) 2-furanylmethyl, 
25 (R) isobornyl, 

<S)-H; 

(ID Rgga is as defined above; with a phthalirnide reagent selected from th 
group consisting of: 

(1) a phthalirnide alcohol of the formula (IVC) 



0 






Xg-CHyCH^HhCHj — n' j 


D 


(IVC) 


r 

0 







where: 
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(A) -CI 

(B) -Br, 

(C) p-CH 3 -<fr-S0 2 - f 

(D) m-N0 2 -<>-S0 2 s 

(2) a phthalimide epoxide of the formula (IVD) 

O 



where # indicates that the atoms marked with a ( ) are bonded to each other 
resulting in the formation of a ring to give the ring-phthalimide compound of 
formula (XI) 



where R^ is as defined above, in the presence of a lithium cation and a base whose 
conjugate add has a pK^ of greater than about 8, 

(2) contacting the product of step (1) with aqueous acid, 

(3) contacting the reaction mixture of step (2) with an acid anhydride of th 
formula (XCO-Rj^ where R N is as defined above or an acid halide of the formula 
Rjj-CO-X^ where X 4 is -CI or -Br and where R N is as defined above and a 
tri(alkyl)amine where alkyl is C^C 5 . 

39. A process for the production of an (S)^xazoUdinone-CH 2 -NH-<X)-R^ (X) 
according to claim 38 where R^ is: 

3-fluoro4-[4-(ben2yloxyca]ta^ 

3-fluoro4-(4-morpholinyi)phenyl and 





(XI) 



3-fiuoro^4-hydrozyacetylpiperaziny)lphenyL 
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40. A process for the production of an (SVoxazolidinone-CH^-NH-CO-Rj^ (X) 
according to claim 38 where R N is C 1 alkyL 

41. A process for the production of an (S)-oxazoUdinone-C^-NH-CO-R N (X) 
5 according to claim 38 where X 1 is -H. 

42. A process for the production of an (S)-oxazottdinone-CH2-NH-COR N (X) 
according to claim 38 where X2 is -CI. 

10 43. A process for the production of an (S>R oxa -RING-CH2-NH-CO.R N of the 
formula Q0 



R axa -RINGM3H 2 -NH-CO.% (X) 

15 

where: 

(I) R N isC r C 6 alkyl; 

(II) R oxa is phenyl substituted with one -F and one substituted amino group 
which comprises: 

20 (1) contacting a carbamate of the formula (DO 



R^-NH-CO-CMq (DO 

. where: .. 
25 (DX 1 is 

(A) C 1 ^3 20 alk 3 ^ 

(B) C 3 -C 7 cycloalkyl, 

(C) optionally substituted with one or two: 
(UCj-Cgalkyl, 

30 (2)F- f C1-, Br-,I-, 

(D) CHg^CH-CH^, • 

(E) CHjj-CHsCH-CH^f 

(F) (CH^jC^CH-CHg-, 

(G) CH2=CH-, 

35 (H) ♦-CH=CH-CH 2 -, 

(D ♦-CHg- optionally substituted on with one or two -CI, CyC 4 
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alkyl, -N0 2 , -CN, -CF^ 

(J) 9-fluorenylmethyl, 

(K) (a^C-CILj-, 

<L) 2-trimethylsilylethyl, 
5 (M) (fr-CH^-CHy, 

(N) 1-adamantyl, 

(O) (<J0 2 CH-, 

(P) CftKMXCH 3 ) 2 - 

(Q) 2-furanylmethyl, 
10 (R) isobornyl, 

(S)-H; 

(II) R oxa is as defined above; with a compound selected from the group 
consisting of a (S>protected alcohol of the formula (IVA) 

15 X 2 -<M 2 ^*H(OH)-CIJ 2 .N=:CH-X 0 (IVA) 



where: 

(DXois: 

(A)-*, 

20 (B) o-hydroxyphenyi, 

(C) o-methoxyplienyl, 

(D) p-methoxyphenyl; 
(ED^is: 

(A)-0, 

26 (B) -Br, 

(Op^H a -^S0 2 -' 
(D) m-N0 2 -^-S0 2 s 

and a (S)-3-carbon protected epoxide of the formula (IVB) 
30 -O # -C^^* # H-OEI 2 -N=CH-X 0 (IVB) 

where: 

(I) # indicates that the atoms marked with a (*) are bonded to each other 
resulting in the formation of a ring, 
35 . (TO Xq is as defined above in th presence of a lithium cation and a base 

whose conjugate acid has a pK^ of greater than about 8 to produce a (S>protected 
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oxazolidinone of the formula (XH) 

R axa -RIN(W3H 2 .N*CH-X 0 (XH) 

where Xq and R oxa are as defined above; 
5 (2) contacting the reaction mixture of step (1) with aqueous acid to produce 

an (S)-oxazolidinone free amine of the formula (XHi) and 

R^JUNG-CH^NHg (XHI) 

10 (3) contacting the product of step (2) with an acylating agent selected from 

the group consisting of an acid anhydride of the formula CXCO-R^ where R N is as 
defined above or an acid halide of the formula R N -COX 4 where X 4 is -CI or -Br and 
where R N is as defined above and a tri(alkyi)amine where alkyl is Cj-Cg where R oxa 
is as defined above. 



44. A process for the production of an (S>R om -RING-CH2-NH-CO-R N (X) according 
to claim 43 where R axa is: 

3-fluoro-4-[4-(ben^loxycai^nyl)-l-pipera2inyllpheny^ 
3-fluoro-4-(4-morpholinyl)phenyl and 
20 3-fluoro-4-(4-hydro^acet3dpiperaziny)lphenyL 

45. A process for the production of an (S>R oxa -RrNG-CH 2 -NH-CO-R N (X) according 
' to claim 43 where R^ is C x alkyl 

25 46. A process for the production of an (S^R^-RING^Hg-NH-CO-Rjj (X) according 
to claim 43 where Xq is -4 or o-hydrosyphenyt 

47. A process for the production of an (S^R^-RING-CH^NH-CO-Rj^ (X) according 
to claim 43 where X 1 is -H. 

30 

48. A process for the production of an (S)^R^-RING-CH2-NH-CO-R N 00 according 
to claim 43 where X2 is -CL 

49. A process for the production of an (S^R^-RING-CHg-NH-CO-Rfj of the 
35 formula (X) 
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R^-RING-CHg-NH-CO-Rjj (X) 

where: 

(I) % is C r C 5 alkyl; 

5 (II) R^ is phenyl substituted with one -F and one substituted amino group 

which comprises: 

(1) contacting a carbamate of the formula (DO 

R^-NH-CO-O-CHa-Xj (IX) 

10 

where: 

(D X 1 is: 

(A) C l -C 20 alkyl, 

(B) C s -C 7 cydoalkyl, 

15 (C) optionally substituted with one or two: 

(1) CyC s alkyl, 

(2) F-,Cl-,Br-,I-, 

(D) CH2=CH-C%, 

(E) CH 3 -CH=CH-CH2-, 
20 (F) (CHg) 2 C=CH-CH2-, 

(G) CHgsCH-, 

(H) 4kCH=CH-CH 2 -, 

(I) ifr-CHy optionally substituted on with one or two -CI, 
alkyL -NOj, -CN, -CF3, 

25 (J) 9-fluorenylmethyi, 

(K) (^gC-CHy, 

(L) 2-trimethylsilylethyl, 

(M) ^-CH^'CHg*! 

(N) l-adamantyl, 
30 (OH^CH-, 

(P)CI^MXCH3) 2 . 

(Q) 2-furanylmethyl, 

(R) isobornyi, 

(S)-H; 

35 (II) R oxa is as defined above; with an (S)-3-carbon amino alcohol (V) wh re Xg 

is as defined above in the presence of a lithium cation and a base whose conjugate 
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add has a pK^ of greater than about 8 to produce an (S)-oxazolidinone free amine of. 
the formula (XHT) 



Ro^-RINCMJHg-NHa (XIH) 



10 * where R oxa is as defined above, and 

(2) acylating the (S)-oxazolidinone free amine (Xiil) with an acylating agent 
selected from the group consisting of an acid anhydride of the formula (XCO~R N ) 2 
where R N is as defined above or an acid halide of the formula R tr CO-X 4 where X 4 
is -CI or -Br and where R N is as defined above and a tri(alkyl)amine where alkyl is 

15 C^. 

50. A process for the production of an (SVR^-RING-CHg-NH-CO-Rj^ (X) according 
to claim 49 where R oxa is: 

3-fluoro-4-[4-(benzyloxycar^ 
20 3-fluoro-4-(4-morpholinyl)phenyl and 

3-fluoro^^4-hydroxyacetylpipera2iny)lphenyL 

51. A process for the production of an (S^R^-RINQ^^-NH-CO-Rj^ (X) according 
to claim 49 where R N is C 1 alkyL 

25 

52. A process for the production of -an (S)-R OM -RING-CH2-NH-CO-R N (X) according 
to claim 49 where X x is -H. 

53. A process for the production of an (S^R^-RING-CI^-NH-CO-R^ 00 according 
30 to claim 49 where ^ -CL 
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